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(57) Abstract: 

PURPOSE: To obtain the subject new compound, hav- 
ing actions as a potassium channel opener and use- 
ful as a vasodilator capable of manifesting strong va- 
sodilator actions. 

CONSTITUTION: This compound is expressed by for- 
mula I [A and B are each N or CH; R t and R 2 are each 
H, a lower alkyl, a lower haloalkyl, a lower alkoxy, etc.; 
R 3 is H, a (substituted) lower alkyl or a (substituted) 
aryl; R 4 is a heterocyclic ring group, a carbamide, a 
carbothioamide, a cyanamide, etc.] and its pharma- 
ceutical^ permissible salt, e.g. 2-ethyl-4-(1 ,2-dihydro- 
2- oxopyridyl)-6-nitroquinazoline. The compound of 
formula I is obtained by reacting a compound of for- 
mula II with a phosphorus halide, a phosphoryl halide 
or a thionyl halide, providing a compound of formula III 
(X is a halogen) and then reacting the resultant com- 
pound with a compound of the formula, R 4 H in the 
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(54) [fg9J<D€&] ^7u>s^+yu>R»# 

(57) [££] 
[ft 7] 



(5£«K AM/Bli^-*;fcteg&oTN£fcf±CH£: 

AcmMMUg. fi»7;io*->S. ffi»AD7Jlci* 
->*. ^oy^Bf. ->7/». -hnS, «»7/Wr 

"-x^/jx-^S, fi»/\D7J«'*;i'X;i/*-;PS. 7U 

A*. 75KS£*U Rz \t*m^ S&*£WL 
Tt>TfeJ:^ft»7A*A*. B&»£WLT^Tt><t 




(2) 
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immi hrsc(i) 

[fti] 




d) 

-A' "R 3 

<SM». ARtfBttH-*fcttJMtoTN*fcl4CH* 

*u r. RtfR» imcjmfp. m.7)i*)v&. m 

;\u7)V*)V& fi»7;P3+->S, &»AD7;io* 
Any>H^. ->7/», ^Hd£. fi®7;P* 

75K**jftU Rs fcbJcfcB^. B&S£Wb 

H7'J-;i/S&. R< KtgafOXtt^ffiftlffljgsSi^a. * 
;W*75 h*«, ;0*#?:t7S KS. ->7^-3 Kg. B 
^S^LT^Tfci^75/S, <£&7JlO*vS. 
y^D7^Wt*->S, 7U-;l'*+>'S» ^D7 

WfcfF&bSSit. 

[M#9(2] AfttfBjPN-e&Sffc*)RlB«Ofc6 
[R&B3] A#N, B**CHT*SSI*BlfE«© 
[H*S4] ASJ/B*iCHT?*S»*JSlffi«CDft 

m$m 5 ] r 3 *«fi»7;p*;ps-r*4»*s i s 
fctt 2 B«©ft£«jRtf*©£¥«l;:«Fgb 5 *«. 
[38W©»M&8W1] 
[0 0 0 1] 

[8*±©fMJ$Hff] *5fiWtt* U^A^ir 

(i) 

[ft 2] 

d) 

X A' "R 3 

AfttfB«W-*fctiJl&:jTN*fcttCHfc 
SL Ri RtfR* H*3tllg^ {m7)^)Vm. <s& 
An7;i/+;i'S. fi»7;pri*->s. ft»/\n7^3* 
->a. Aay>B?. ->7/a. -hn«, &&7;w* 

i»/\D7**JWMr;H, 7 'J 

73FS£SU Rs teTKfglTf. B&S£Wb 
T^Tt>J;^<giBi7^*^S. H&S£*bTV>T*><fc 

v^u-^s*, Ra ttffifoxa^figio©a^ss. * 

;P#73HS. #;M^:t7S Kg. ->7tS Fl, 1 
&g£#LTUT : i>«fclr>7S /g, ffi&7Jlo*->g, 




[0 0 02] 

[#*©&«] se*a o=w-*/y >Rtf*/ 'J >!s§ifi# 

[0 0 0 3] tsjAfi. #»B34 6- 1 0 54 3^^, 
#1BB4 6-4 3 7 7^S, ^ 4 7 - 2 9 2 7 

E4 7-4 8 7 3^£«, 1^4 8-7 2 1 8 0^ 
10 n4 9-6 9 6 8 4*t&$t. 1^4 9-7 2 2 7 9*1 
P0 5 1 -3 6 4 6 9-ff&«, 1^52-89682 
1^58-17237 9*f&«> 1#BB¥2 - 1 6 

7 2 7 7*J&*. M3-5 64 6 9<ia*. 1^4-3 3 

8 3 7 8#£*L *BftlT-8§3 9 5 4 9 8 7*t&8. R 
4 0 1 1 3 2 3*t4Hi*Ctt, -»©** >Rtf* 

[0 0 0 4] *iJ-)Aft>*M-^t-tl 

a? >^©ft^^ae.nr^s. 

[0 0 0 5] 

b«k 5 £-*-*IIB] l/#Ut#S. ft*© 

**v"j >r#*/ 'j >*©ft^«tt^i* ftbmm&t 

bTffinfcgte^-f t>©Tfi&<. £7c^>\/tf7> 
^ft-^WCfc^Tt). ^DY*'JA©*'J , ?A9 L ^>^ 

Hfcfe. J:03ll^ffl**-rft^«©J!B«*qi*nT^ 
7c 
[0 0 06] 

&ftm*7fitfo'gw&mk uT«nfcft^**»jR-rt 

<. «S0f$:&mfafc*SII. (l) figansft 

[0 0 0 7] *58M©ft^*R:*HT, ffi»7**JWai 
fctt. ft*ftl~6«. #*b<tttt*Rl~4B**f 

40 S. n-7?;i/g, s-^Jl/S. i-^l/S, t- 

[0 0 0 8] <£»7Jl'=i + vStli> ^*»1-6<B, 
Jf * L < ttpe^S 1 ~ 4<@*Wr^.ia«X(i^K^tt© 
7W+ylTfeD. ^WlCtt^h+vS. Ih+-> 
n-^n#+yS, i -ya^+vS. n-7*h + 

[0 0 0 9] i&1RJ\07)l^)l'Mtit. ADy>|fil 
*&tfcttSSfflH^bfcfiig7^*;PS€:*b, en*. 
5» \t7)V^U^)V^ V7)l-*U*?)l&, h'J7;U* 
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(3) 
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[ooio] <£ISAD7;^*vat(i. Any>B? 
*»*» * fc tt«S«B& Lfc&i&7 ;u □+->S5iU 

[0 0 1 1J ADy>Ifili JgsSSIH 1 . 7^11 

7. jump?. 3«7*Si^*^-r. 
[0 0 12] <s&7;Mr^x;u*x;pg<>:«. 10 

X)lfc-)l&. i -^DtJPX^-^S. n-7^ 
X^XJPS, i -7^)VX)V^-)V^ s -77)17. 

jw*x*&. t -^^x^tfxji^aw e,ns. 
[ooi3] ffi»AD7;i/*;px;i^x^g<htt. <s» 

h 'J 7;i/#D*3^x;i/*x;i,g^a«j§tf ens. 

[0 0 14] 7U-;P7;i-*^a<hti. WAtf7xX # 

^xji^x^s. ^x^vx^xji^ mj;vxjv* 

[0 0 15] 7->JPStLTtt. WA«7-fe5 1 ;V». * 
tfAn-f^S, '\+-tJ-/-fJl/S. ^>\7-r;Pg, ^ 

> -> * ;w#x;ps& Ew&if » t b < a 
[ooi 6]"xxx;nictt. fli^ui^^xxx^ 

n-g.0 

[0 0 17] R 3 ©£«!+. @&S£WLT^Tt><kH 
ffiffi7^*JVi:bT«, fiSJ^«AO^>ti ; f. 75/ 
S. rhal, ->7yS^T®gH^$nT^Tt)J;^ 

m.7)v*)im-?m. »SL<H7^a/^s. . 

[0 0 18] £fcl&g£ ; irLTtvTt><fcV>7 , J-;l'S 
iCfc^T. 7'J-^SH^#Kk^*^5»*^IS^ 1 40 
fi£&^fclffiCDB&*£;gltt:U fctxlf7i^ 
S. h'j;PS> *->u;pg, h'7irjn, ^7?;p 
7>HJ;Pg> yxi->hV)imtt.£-v$>t). x-© 
S±»ff,m©^^MTIiAny>!i^. {£^7^*^ 
S. *KS. 7;to*->g. 75yg» xhng. h'J 

7)v* a * rjimti. a © i aBi±cDSic<t o xe&;* n 

[0 0 19] lgfOXIi^iafa©a^StLTtt, A7 



££l;:iiaEU:©gTS8££ftT^Tt>±K. M# 

S. *yjx;i/S, -fs^V'Jx^g. ?7V'Jx;i, 
2-^VfcfD>J-7>- 1 -- f 
2-:**7b^Uv>-l— OPS. 5>fcFn- 

2 - v tr u v>- 1 -'f ;i-*. 1 h k 'J v 
>- 2 eijy>-2-**">ai**mt^6 

[0 0 2 0] BijUI*#LT^T>bJ:V»75/*tH. 
BMStLT{S®7^*;i-S. 7>)-m. 7->;PS. 
&$7;l'3*S'S^£WUTlATfc<k^75/gT, 

*?MP73/g, X9MI/73/S, 7xx;P75 
/S. eU$>*73/>. 7-k?)l75.;m. «>*M 
;P75y». '71/7S, ^^y75 7S, Ih*'>7 

[0 0 2 1] y7D7WM^yliLTIt 
3~8ft S?£L<«3~6<l£;rr£ i b©-t\ MA 
tf. ->^D7*Dlf;^+vi. y?D7f*t*->I, 

[0 0 2 2] 7V-)l**>mtLT\t. 0«;Uf7xX 

«j;m-*.>£, h'7ixj^*->s^^tfe,n5. 

[0 0 2 3] '\xD7U-;k3!-*->Slcfet)T. Arn 
tz\t<i turn? £ HBK±*Afc*3~8*!a©ffl»*fc 

te^F&fnsrc. «Atf2-**veD'jy>- 1 — r >»u 

2-*+7lf'<'J-7>- 1 --fJkS. ytHD-2 
-**VK'J5»- 1 — TMfc 1 -**->HhTU3?> 
-2—f^», lfD'Jv>-2-*+vS, fcf^'Jv J > 

- 2 -**->s. tf u v> - 2 -^>-si?^^e.n ' 

So 

[0 0 2 4] *«9!©-*5S (1) TSStlSib^tltt 
08^(J&IT©^ICLT-&^1-S C <k*5-(?^ 5. 
[0 0 2 5] S-T-^S (2) 
Ut3] 

OH 



(2) 



(s*. a, b, Ri , r 2 si;rs 
*sr*r) T^sns^tiSrADy>{t'j> > Any 
>jb*x7*'j^*fci±ADyMk?^x;uts*£;^-& 

T-j&iS (3) 




[ft 4] 




(3) 
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(4) 
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(5t«K XBAPy>IfS^l, A, B, Ri , R 2 

[0 0 2 6] C£TJB^6n*ADy>fcU>tLT 
WAH, PCls, PCls, P B r 3 , PBr 5 

C 1 a , POB r 3 ffflqptf 6tlS. Any>fc?^ 

^tLTtt, soci2, soBr 2 *a*Ptfe>n*, 
tf^>ifx fjvxx truvx +;ux 7-trhx 

hU/MftW*tf&*U R*fi*tt2 0-1 5 or, SIS 
«fK«l-2 4^ffiTitffr^o 
[0 0 2 8] Jk^T-JB* (3) t*Sft5fc&**0 

g<?)#£T> HBKS (4) 
Mfc5] 

R4H (4) 

rat, R4 ttWEtK-©«***-r> T*an*fc 

[0 0 2 9] CCTW^SftSWHtlWIiUTtt* K 

X^;Px-x;K fh7kHD77>, y^W»A 
7 5 F»fl>#:/n F >ttStt»«l*«»i U < Jfl V> 6ft 

So 

[0 0 3 0] ifctatUTtL **fW-h>J9A, * 
U ^Aff§3 :/ F*v F*fctt*Kft* U 5r A*W|Mf 6 

[0 0 3 1] (1) TfSSn*ftd«l4 

Sfc, HR5C (5) 

Mb 6] 



COOH 




(5) 



A, B, R 1 , R 2 &tfR 3 ttttBiH-©* 

[0032] aaaii^BtLTtt. n, n-*^*x 

fe«2, 2-yt!'Jy>yXJl'7^ F- FU7xX;i># 
[0 0 3 3] 

Ham 

2-X^;l/~4- (1. 2-vfcFP-2-:fr»yfcfU 



[0 0 34] 1) 7>F5x;PR7. 7gRtf^n 
hf*>7a Fl OgOfi^fcSl 6 01CT1^W1IP»« 

;i/-4-hKo+y*t7 , J>5. 6g^Sf:. 

[0 0 3 5] H 1 — NMR (CDs OD-CDC 1 3 , 
(5) 1. 4 2 (t, 3 H, J = 7 H z) , 2. 7 9 

(q, 2H, J = 7Hz), 7. 3 5- 8. 5 0 (m, 
4H) 

10 MS: 174 (MM MA : 2 3 6 - 2 3 8«C 

[0 0 3 6] 2) 2-X^-4-tHD^y+t7U 
>4. 0gR«»««2 0ml©fi^«fC»fflK2 0m 
I S*»TlCTttTU ££tC5 5 < CT2. 5ttmMk 

Stt L X**7*3 0 Bigs L T 2 - x?JV - 4 
-tFn*v-6-XhD+^/U>2. 9g» 

[0 0 3 7] H 1 -NMR (DMSO-d 6-CDC 1 
3 , <5) : 1. 2 8 (t, 3H, J = 7Hz) , 2. 6 
8 (q, 2H, J = 7Hz), 7. 73 (d, 1 H, J 
20 =10Hz), 8. 48 (dd, 1 H, J = 10H 
z) , 8. 7 8 (d, 1H, J = 3Hz) 
MS: 219 (MM MA : 2 8 0 - 2 8 3*C 

[0 0 3 8] 3) 2-lW-4-kFoty-6-r 
hn*^7U>l. 9g, ^>if>20mK N, N — 
y^f^'J>2. lgfttf**'>*fcU>l. 3g 

1:10) KftU 4-^PD-2-X^-6-XF 
□*^V # U>1 7 OmgfcUfco 

[0 0 3 9] H 1 -NMR (CDs OD-CDC 1 3 , 
<5) : 1. 4 7 ( t, 3H, J = 7 H z) , 3. 14 

(q, 2H, J = 7Hz), 8. 10 (d, 1 H, J = 
9Hz) , 8. 63 (dd, 1H, J = 9Hz), 9. 
08 (d, 1H, J = 3Hz) 
MS: 2 3 7 (MM BUS : 2 8 4 = 2 8 6*0 

[0 04 0] 4) S*»HSIT» 2-hFn^vtfUv 
40 >8 2mg&tfN, N-y^fWM7^H3mlO 
fi^*lC*SMfc^-FU^A3 3mg, 4-^DD-2- 
IfiP- 6 - - h D+t7'J > 1 7 0 m gStf N, N- 
^fM;^7$H3ml £j!DA> 14. 5PSraSfi 

D?h^77^- (MS;y^DD^>:^ 
7)ln-)l= 1 0 0 : 1) fcttU 2 -x^JU- 4 - 
(1, 2-S?tFn-2-**VKU5?JW -6-xF 
50 □+t7'J>4 0mg&»&. 
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(5) 

7 

[0 0 4 1] H 1 -NMR (CD 3 OD-CDC 1 s , 
<5) : 1. 4 8 (t, 3H, J = 7 H z ) ,3.20 

(q, 2H, J = 7Hz), 6. 2 3- 6. 8 2 (m, 
2H) , 7. 38-7. 7 1 (m, 2 H) , 8. 00- 
8. 2 5 (m, 1 H) , 8. 4 3 - 8. 7 2 (m, 2 
H) 

MS : 2 9 6 (M 4 ) g&£ : 2 2 1 - 2 2 3<C 
[0 04 2] 

4- (2-^VhfD'J -2— fyTPgjHr i0 
j-»/'J ><Ptt6 
[0 0 4 3] 1) 7>h^;i/&4. 4 g&il/^-f 
7IM75F6. 6gckD*16m-l) tR»<D*ffi 

2. 5g£»fc. 

[0 044] H 1 -NMR (DMSO-d 6 -CDC 1 
i, i) :1. 26 (d, 6H, J = 7Hz) , 1. 6 
2-2. 2 3 (ra, 1H) , 7. 2 3-8. 2 3 (m, 
4H) 

MS:188(M+) 2 22-22 5*0 20 

[0 0 4 5] 2) 4-kFn*5/-2—f V?aV)l* 
8g. N, N-$?*^7— "J>2. 4g 
fttf*+^*fl:U>l. 5gJ:D£)Ml-3) £H$ 

co^j£icse^4-^nn-6- - hn-2— rvyntr 
;M^-7u>i. 6g*#fc. 

[0 0 4 6] H 1 -NMR (CDC 1 s , 6) : 1. 4 
6 (d, 6 H, J = 7 H z) , 3. 0 9-3. 62 

(m, 1H) , 7. 4 3-8. 3 8 (m, 4H) 
MS : 2 06 (M + ) HjR : 7 1-7 2X: 

[0 04 7] 3) 4-^DD-2— f V^Dfcf;i/*^-y 30 
, J/2 0 0mg, *$ftth'J , )A4 1mg, 2 
Vt:DUv>0. 0 8ml&tfN, N-S^^M^A 
75H3ml < tO*JSWl-4) £H8©*fcKttV>4 

- (2-**yfcfDUv-;w -2--fy7ntf;p*:f 

7»J>2 OrngSrUfco 

[0 0 4 8] H 1 -NMR (CDC 1 s , 6) : 1. 3 
9 (d, 6H, J = 7Hz), 2. 08-3. 62 

(m, 5H) , 4. 0 2-4. 4 3 (m, 2 H) , 7. 
3 2-8. 16 (m, 4H) 

MS:2 5 5 (M + ) Bi&:6 8-6 9t; 40 
[0 0 4 9] 
[*JSW3] 

4- -2-<v^phr;i/^ 

±7y>P»B 
[0 0 5 0] 4-^DD-2-' fV^DbT;W i ^/U> 
5 0 0mg, **ftth»JWlllmg, 2-**V 
bf^'Jv>0. 2 7mlMN, N-$>*9\fc*JPA7 
5 HI 8ml £0^091 -4) fcHflto*ifefc«^4 

- (2-t+vt:^'jy^) -2—fv^Dtr;v*^ 
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[0051] H 1 —NMR (CDC 1 3 , <5> : 1. 4 

1 (d, 6H, J = 7Hz), 1. 7 3-2. 34 
(m, 4H) , 2. 3 5- 3. 6 2 (m, 3 H) , 3. 

68-4. 08 (m, 2H), 7. 29-8. 10 

(m, 4H) 
MS : 2 6 9 (M + ) 

[0 0 5 2] 

GKJIM4] 

2 - t 6 bD*^7U >- 
4-*;M*7£F<ofil 

[0 0 5 3] l) 2-t-:/3 t *-6-nhn**7U 
>-4-^;l/^>KX5 1 >ll/XXx^5. 5g. 2gB&Ki 
5m l^cttXSffiSl 5m 1 <0g£*£ 5 OtlCt 3BS 

*«ar-&cticj;D»»jfiii 3 4t:o2- t-y^ 

-6--hn^/ , J>-4-»J^>B0. 4g^| 

fee 

[0 0 5 4] H 1 —NMR (CDC 1 3 , <5) : 1. 6 
6 (s, 9H) , 7. 72 (d, 1 H, J = 9Hz), 
8. 53 (dd, 1 H, J = 2Hz and 9H 
z) , 8. 6 8 (d, 1H, J = 2Hz) 
MS : 2 7 5 (M + ) 

[0055] 2) 2- t-7^;i/-6-~ hn+^/U 
>-4-^;i/#>io. 4 g> n, N-fcJWS^iM 
a^7-;>o. 3 2g, /^7^> 

830 0. 5 5gMr;fb7t:HD77>l 5ml£>rg 
£tt*SfiLTl 2fcH«J*Lfc. Rfcg^ftC^im 

u*?>*mtl. *Rft^-hy^A*»*Tftm ft 

D^^>*±tfA+*>a)««J8iKJ:0IHSab, 2- 
t 6 -~ hD4-^7U >-4 - 

*;M*75F0. 1 5g£r|§&. 
[0056] H 1 -NMR (CDC 1 3 , 6) : 1. 5 
4 (s, 9H) , 3. 15 (d, 3H, J = 6Hz) , 
8. 18 (d, 1H, J = 9Hz), 7. 90-8. 6 
0 (m, 1H) , 8. 66 (dd, 1 H, J = 2Hz 
and 9Hz), 10. 50 (d, 1 H, J = 2H 
z) 

MS:288 (M + ) : 1 8 2 ~ 1 8 4*C 

[0 0 5 7] 

2-^3^^-N-^^-6--hD*^-7y>» 
4-*;M*7 L :*75 H Oggl 

[0 0 5 8] 2-^3^-N-/W-6--hD 
*^!/y>-4-*;i'#75 HO. 4 6g, n-y>tt 
HO. 6 8g*<ttf^>-tf>5ml©fi^«S3«fniD 

E£8»c<fc9ffllgSU 2-fg3 75NP-N-*5M.- 
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9 

6--hD*^/U>-4-*;^^7^H0. 15 
g*»fc. 

[0 0 5 9] H 1 -NMR (CDC 1 3 , 6) : 1, 4 
9 (s, 9H) , 3. 45 (d, 3H, J=6Hz a 
nd 3Hz), 8. 03 (d, 1 H, J=9Hz), 
8. 50 (dd, 1H, J = 9Hz and 2H 
z) , 8. 7 0-9. 6 0 (m, 1H), 10. 27 

(d, 1H, J = 2Hz) 

MS : 3 0 4 (M+) ffl& : 1 7 1 - 1 7 3*C 
[0 06 0] 
[SHOT 6] 

N- (2-y7/X5 1 ;l/) - 2-fj§3:/^-6 -Xh 
d*^/U >~ 4 -*;P#7a P(Ogj§ 
[0 06 1] 2-»3^*-6-=hD*J-*/U>- 
4-#;M?>B0. 2g, 2-yjyxw$>o, 
0 7 4 g. N, N-^^fcj|/y-f>y v /-^0. 17 
g*itffh7t: Ho77>l 0m 1 ©fi^ttSSfifc: 

T4 lttma^ufc. s«ji^«*«ET«»tii6n 

m;»&x?)),:<\*V>=l : 3) C#U S&icft 

(2-5/7/X**) -2-83^-6--hD + 
^/»J>-4-*;P*7aH0. 0 7g£#fc. 

[0 0 6 2] H 1 =NMR (CDC 1 3 , 6) : 
1. 56 (s, 9H), 2. 87 (t, 2H, J = 6H 
z) , 3. 8 9 (q, 2H, J = 6 H z ) , 8. 18 

(d, 1H, J = 9Hz), 8. 5 0- 9. 0 0 (m, 
1H), 8. 68 (dd, 1H, J=9Hz and 
2Hz) , 10. 45 (d, 1H, J=2Hz) 
MS : 3 2 7 (M+) : 14 8-1 5 It: 

[0 0 6 3] 

mm 7] 

2-^3^fJI/-N- (2->>7JX?)l) -6-Xh 

[0 0 6 4] 2-l3^JI/-N- (2-yjyxf 
;W -6--hD4 t ^ i y , J>-4-*^#75 HO. 1 
Og, p-y>t«o. I3g*«t«i, 
x^>5mI©fi^ft*5«r|IBlPSBaaaELfc. E^g^ 

7h^77^ WtH»«t;^jrnD^^» C#U 2 
-^3 7^;U-N- (2-y7;x^W -6-xhD 
** 1 /y>-4-*;itf**73F0. 0 3g6«fc. 

[0 0 6 5] H 1 -NMR (CDC 1 3 , a) : 1. 
5 4 (s, 9H), 3. 0 1 ( t, 2 H, J = 6 H 
z) , 4. 2 6 (q, 2H, J = 6Hz) , 8. 16 

(d, 1H, J=9Hz), 8. 61 (dd, 1 H, J 
= 9Hz and 2Hz), 9. 40-9. 70 

(m, 1H), 10. 24 (d, 1 H, J = 2Hz) 
MS : 3 4 3 (M+) H£ : 1 3 6 - 1 3 8<C 

[0 0 6 6] 
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mmms) 

N, 2-i?*?)\,-G--ha*1-*SV>-4-i))Vt> 
75Fg)«i 

[0 0 6 7] 1) 7>h5x;Hfc6. 0g*itff*7 
irh7^H3. 6g±0*Jfi«l-l) tH*©*ftt 
SEW 4-tKn^y-2-/^+WJ>5. lg 

[0 0 6 8] H 1 -NMR (DMSO-ds - CDC 1 
3 , 6) : 1. 2 6 (d, 6H, J = 7Hz) , 1. 6 
10 2 - 2. 2 3 (m, 1 H), 7. 2 3-8. 2 3 
(m, 4H) 

MS : 1 6 0 (M+) : 2 2 2 - 2 2 5t: 

[0 0 6 9] 2) 4-tFD+v-2-^?;i/*^7U 
>5. 1 g> N, N-y^f;i/7X'J>8. 1 g^itf 
**vJfifl;'J>5. 2gir}*««l-3) tW*o* 
m\Zm\ 4->7UU-2-*3 L )l*j~VV>3. 7g 

[0 0 7 0] H 1 - NMR (CDC 1 3 , <5) : 1. 
46 (d, 6H, J = 7Hz), 3. 09-3. 62 
20 (m, 1H) , 7. 4 3-8. 3 8 (m, 4H) 
MS : 2 0 6 (M+) : 7 1 - 7 2<C 

[0 0 7 1] 3) 4-^DD-2-/fWtyj> 

3. 7g> ^&&3. 14g, tfX (hU7xXWX 
yj» ftg/^y^AO. 47g, X^7-;i/20m 
]:fc<J;tfN, N-y^fWM75F6 0ml^ 

*s-*fl;K**H«T6 0t:{cT8^rp1Jta^lgj$b 
fco Rj6JE^««ciaje*l6fc^hU9A*»«*J:W 

mim&X?)),: A*1t>=5 : 1) KttU 2-/5 1 

;^^-7U>-4-^;|/^>kx5 1 ;1/xxt-;po. so 
[0072] h 1 -nmr (cdc i 3 , <5) :1. 4 

9 (t, 3H, J = 7Hz), 2. 95 (s, 3H) , 

4. 59 (q, 2H, J = 7Hz), 7. 30-8. 1 
0 (m, 3H), 8. 38 (dd, 1 H, J=8Hz 
and 2Hz) 

40 MS : 2 1 6 (M + ) 

[0 0 7 3] 4) 2-^^;i/+^7U>-4-^;^> 

iXfJUXf^O. 8 0g, ffiK2ml*3<fctffiSiK2 
ml©fi^»*5 0 , ClCT2«flBllD3»»»l/fc. S&fc 
Efcfi£«lCX*/-^3 0m 1 4WBHHSR 
SSbfc. E*«£ftfc**Sin*., 2«£*IMM-h 

*7A^D7h^77^ (MS;^dd^>: 
50 **/-;P= 1 0 0 : 1) leftU 2-^^-6-n 
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6g£#fc. 

[0 0 74] H 1 -NMR (CDCh , 6) : 1. 5 

5 (t, 3H, J = 7Hz) ,3,03 (s, 3 H) , 
4. 66 (q, 2H, J = 7Hz), 8. 16 (d, 1 
H, J = 9Hz), 8. 68 (dd, 1 H, J = 9Hz 

and 3Hz) , 9. 52 (d, 1 H, J = 7H 

z) 

MS: 26 1 (M+) »j& : 1 0 9 - 1 1 11C 
[0 0 7 5] 5) 2-^W-6--FP^;'J>- 

4-#;M*>Kx?^xxx;i/0. 8 0g, 40%^ 

)l7S.>**/-)mWi0. 2m 1 Scttfi^DD** 
>3ml©fi^ft*SfllCT, 4 5«fHJfl|#bfc. 

-;v=i 0 0 : 1) IC#U N, 2-v^^;V-6-X 

[0 0 7 6] H 1 — NMR (CDC 1 3 , 6) : 2. 9 

6 (s, 3H) , 3. 13 (d, 3H, J = 5Hz), 
8. 10 (d, 1H, J = 9Hz) , 8. 00-8. 5 
0 (m, 1H) , 8. 65 (d d, 1 H, J=9Hz 
and 2Hz) , 1 0. 5 5 (d, 1H, J = 2H 
z) 

MS:24 6 (M+) : 2 2 0 - 2 2 2*C 

[0 0 7 7] 

N, 2-^^^-6-XhD^j-/U>-4-^;^ 

[0 0 7 8] N, 2-y^-6-zhD+t7'J> 
-4-*JM?75KO. 12g, D-y>ttH0. 11 
g*cfctfl, 2-y*DPX*>2ml J;D*«0!7£ 

'/'J >- 4 - *;P*^*75 H 1 6mg 

[0 0 7 9] H 1 -NMR (CDCh, 6) : 2. 
9 4 (s, 3H) , 3. 4 7 (d, 3H, J = 5 H 
z) , 8. 0 8 (d, 1 H, J = 9 H z ) , 8. 6 1 

(dd, 1H, J = 9Hz and 2Hz), 8. 8 
0-9. 2 0 (m, 1H), 10. 11 (d, 1 H, J 
= 2Hz) 

MS : 2 6 2 (M+) : 1 7 6- 1 7 8«C 

[0 0 8 0] 

mmmi o] 

2 - X3MP - N - * 6 - X h P^tVU > - 4 - 
*;M?75 FPffil 
[0 0 8 1] 1) 4-^DD-2-X?;P*^7U> 
4. 5g, &&&3. 8 7g, tfX (hU7x-MX 
7>f» Sin^y^AO. 5 3g, X*J-)l2 0m 
IfccfctfN, N-^5 L ^*^A7^H6 0ml<fcO- 
IMb«*#HaTfcT*««8-3) fcBS©*ifcfcft 
K 2-x^;^^V > u>-4-^;i/*>Kx5 1 ;i/xx 
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Til^O. 7 0g£#£ o 
[0 0 8 2] H 1 —NMR (CDCh, 6) : 1. 4 
8 (t, 3H, J = 7 H z ) , 1. 5 0 (t, 3H, J 
= 7Hz), 3. 22 (q, 2 H, J = 7Hz), 4. 
61 (q, 2H, J = 7Hz), 7. 62 (t, 1 H, 
J = 8 H z ) , 7. 9 0 (t, 1 H, J = 8 H z ) , 
8. 04 (d, 1H, J = 8Hz) , 8. 4 0 (d, 1 
H, J = 8Hz) 
MS : 2 3 0 (M+) 

io [0 0 8 3] 2) 2-x^;i*^yu>-4-*;i^> 

BlfJUXfAO. 70g> ffi82mh mM2m\ 
££tfX*/-;MOml £ D SMIW 8 - 4 ) <hH<£tf> 
2-X^-6--hD+^/U>-4- 
AW>8x^X7t^0. 18g*#&. 
[0 0 8 4] H 1 -NMR (CDCh, 6) :1. 
50 (t, 3H, J = 7Hz), 1. 55 (t, 3H, 
J = 7Hz), 3. 28 (q, 2 H, J=7Hz), 
4. 65 (q, 2H, J = 7Hz), 8. 1 8 (d, 1 
H, J = 9Hz), 8. 67 (dd, 1 H, J = 9Hz 
20 and 3Hz), 9. 49 (d, 1 H, J = 8Hz 
and 3Hz) 

MS : 2 7 5 (M+) Hbft : 86-88^ 
[0 0 8 5] 3) 2-X5 1 ;l/-6-XhD+^V r U>- 
4-^M>8x^XXt^0. 17g, 4 0%*5" 

>3ml©S^*<tO**«8-5) iB«C»5rftK« 
K 2~X^-N-^^;V-6-XhD^>/U>- 
4-*;M*7SF0. 16g$ft 

[0 0 8 6] H 1 -NMR (CDCh, 6) : 1. 5 
30 0 (t, 3H, J = 7Hz), 3. 13 (d, 3H, J 
= 5Hz), 3. 21 (q, 2 H, J = 7Hz), 8. 
12 (d, 1H, J=9Hz), 8. 10-8. 50 

(m, 1H) , 8. 65 (dd, 1 H, J = 9Hz a 
nd 3HZ) , 10. 48 (d, 1 H, J = 3Hz) 
MS : 2 6 0 (M+) : 1 7 1 - 1 7 2X2 

[0 0 8 7] 

immmi i] 

2-X^-N-^^-6-XhD^/U>-4- 

4? [0 0 8 8] 2-X^-N-^-6-XhDW 
7U>-4-*;i/#7^ KO. 0 9g, n-y>tta& 
0. 0 8g*3«fctfl, 2-y*DPI^>'2ml«tD* 
S£W7tH«0*ffilCtEK 2-X^-N-*3\N/- 
6-zhD^tyj>-4-^M?t7^ Hllmg 

[0089] H 1 -NMR (CDCh, 6) : 1. 4 
8 (t, 3H, J=7Hz), 3. 18 (q, 2 H, J 
= 7Hz), 3. 47 (d, 3H, J = 5HZ), 8. 
10 (d, 1H, J=9Hz), 8. 60 (dd, 1 
50 H, J = 9Hz and 3Hz), 8. 70-9. 2 
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0 (m, 1H) , 10. 12 (d, 1 H, J =3Hz) 
MS:2 7 6 (M+) fi^:1 8 2- 1 84 < C 

[0 0 9 0] 

[£»0J12] 

N-;*5F^-6-~ hP-2-- f yypQ4t7U> 
-4-*;M?75 Hogg 

[0 0 9 1] i) 4-^PD-2--<y^Dhf;i/+^y 

»J>2. Og, SSSffil. 4 1 g, t:X (MJ7xX;i, 

^70) ifKr^v^AO. 2 2g, x*y-;n 
Oml£J;tfN, N-v^^*;VA75H3 0ml<fc 
0-Kft«**H»TK:T*lS«8-3) iP«<B*B 
lcftv>> 2 ->fy^nK**j-vrij>-4 

IfJUXfM. 2g£#fc„ 
[0 0 92] MS : 24 4 (M+) 

[0 0 9 3] 2) 2-< <y^Dbf;p^yu>-4-* 
M>8xfJHXriH. 2g, MK2ml, SS&2 
ml *±tfx^y-;P4 0mI J:D*tt«8-4) £H 
»©*ifefc«v^ 6-xhn-2 — fv:/n if 

[0 0 94] MS : 2 8 9 (M+) 
[0 0 9 5] 3) 6--hn-2->fy^Dlf**J-V 
U>-4-*;V#>»X^XXf^0. 0 8g> 4 0 

%*^7a>^/-;i^i£o. imi*±tf^a 

D^^>3ml©Jg-&*<kO*IMI8-5) tH*0* 

ffijcttK bo- 2 — fy^ptf;p 

*^/U>-4-^;i/*75 K4 4mgS»fe. 
[0096] H 1 — NMR (CDC 1 a , <5) : 1. 4 
7 (d, 6H, J = 7Hz) , 3. 1 4 (d, 3 H, J 
= 5Hz), 3. 44 (tt, 1H, J = 5Hz), 
8. 13 (d, 1H, J=9Hz), 8. 00-8. 5 
0 (m, 1H) , 8. 65 (dd, 1H, J = 9Hz 
and 3Hz) , 10. 49 (d, 1 H, J = 3H 
z) 

MS : 2 74 (M+) 1 4 8-1 5 013 

[0 0 9 7] 

N-^fJP-6-ZhP-2- (3-ZhD7x^) 

>- 4 -tl)l#7$ F<Pgg 
[0 0 9 8] 1) 7>h7~)\,m7. 0g*itff*^ 

>X75H7. 7g<fcoti«i- j) tmmo^mz 

m\ 4 - 1 H d+->- 2 - 7xZjl4t7'J > 6. 4 
7g£f§fco 

[0099] H 1 —NMR (acetone-de, 
6) : 7. 4 0 - 7. 7 0 (m, 4 H) , 7. 70- 
7. 9 0 (m, 2H), 8. 2 0 - 8. 4 0 (m, 3 
H) , 1 0. 9 0- 1 1. 4 0 (m, 1 H) 
MS : 2 2 2 (M+) 

[0 10 0] 2) 2-7x-Wt7 
D>2. 2g, N, N-y^W^U>2. 5 gi5£ 
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4-^DD-2-7x-;i/^y>J>2. 

0 1 g*»&. 

[0101] H 1 -NMR (CDC Is , 6) : 7. 5 
0-7. 6 0 (m, 3H) , 7. 6 7 (d t, 1 H, J 
= 7Hz and 1Hz) , 7. 94 (dt, 1 H, 
J = 8Hz and 1Hz), 8. 10 (dd, 1 
H, J=8Hz and 1Hz), 8. 25 (dd, 
1Hz, J = 8Hz and 1Hz), 8. 50- 
10 8. 7 0 (m, 2H) 
MS : 24 0 (M+) 

[0 10 2] 3) 4-?DD-2-7iXMty , J> 
0. 7 3g>^8&0. 8 3g, fcTX (FU7xXW 
X7>f» S8A7y^A7 5mg, X^;-JV5ml 
fc£tfN, N-y^^*M7a HI 2ml £9-$ 
ft;ft*»IBaTK:T*Jfi«8-3) iH«©#£fc« 
K 2 - 7i^MtV U > - 4 - ijM>Kx^X 
Xt-^0. 5 4g*ftft. 

[0103] H 1 -NMR (CDC 1 3 , 6) :1. 5 
^ 3 (t, 3H, J = 7Hz), 4. 73 (q, 2 H, J 
= 7Hz) , 7. 3 0- 7. 6 0 (m, 4 H) , 7. 7 
4 (d t, 1H, J = 7Hz and 1Hz) , 7. 
95 (dd, 1H, J = 8Hz and 1Hz), 
8. 11 (d, 1H, J = 8Hz), 8. 50-8. 6 

0 (m, 2H) 

MS : 2 7 8 (M+) 
[0 10 4] 4) 2-7x-;U*^yU>-4-#^# 
>ixWXXr^0. 3 9g, «S2mK l£2m 

i*±5x^y-A3omi±o«ifl8-4) tmm 

30 0^m^m\ 6-ZhD-2- (3-"h07x^ 

;w +^yu>-4-^;^>Kx^xxT-;Po. 1 

2 g £#fco 

[0105] H 1 -NMR (CDCh, 6) :1. 6 

1 (t, 3H, J = 7 H z ) , 4. 7 1 (q, 2H, J 
= 7Hz) , 7. 7 5 (t, 1H, J = 8Hz) , 8. 
31 (d, 1H, J=9Hz), 8. 40 (d d, 1 
H, J = 8Hz and 1Hz) , 9. 00 (d, 1 
H, J=8Hz) , 9. 4 0-9. 6 0 (m, 2H) 
MS : 3 6 8 (M+) 

40 [0106] 5) 6-nhO-2- (3-"hP7xr 

0g> 4 0%^^7^>^^y-Mi0. 15ml 
*J:tfy^DD>^>3ml <k0lllS«8-5) tWSk 
<Djjm\zm\ N-^f^-6-XhD-2- (3-X 
hD7xx;U) *^/U>-4-*^*75F0. 09 
g£#fc. 

[0 10 7] H 1 -NMR (CDC 1 3 , 5) : 3. 2 

3 (d, 3H, J = 5Hz) , 7. 7 9 (t, 1 H, J 
= 8Hz) , 8. 0 0-8. 4 0 (m, 1 H) , 8. 3 

50 0 (d, 1H, J = 9Hz), 8. 45 (d d d, 1 
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H, J = 8Hz, 2Hz and 1Hz), 9. 00 
(d, 1H, J = 8Hz) , 9. 45 (t ( 1H, J = 
2Hz) , 10. 5 0 (t, 1H, J = 2 H z) 
MS: 3 5 3 (M+) JU£ : 2 7 7 - 2 8 0«t 
[0 10 8] 

N-^^-6-nhD-2- (3 -~ hD7x-;l/) 
»jVU >- 4 -*JM^:t75 F<P»i6 
[0109] N-^W-6-"hD-2- (3-nh 
D7i-JW **yU>-4-*^#73 FO. 07 
g, n-y>tt*0. 0 6g*<ttffh7l:Ho77> 

;l^~6-- hP-2- (3--hD7xrW +±7'J 
>-4-%)V$7*7$ F2 lmg^fe. 
[0 1 1 0] H 1 -NMR (CDC 1 3 , 6) : 3. 5 
6 (d, 3H, J = 5Hz) , 7. 75 (t, 1 H, J 
= 8Hz) , 8. 26 (d, 1H, J = 9Hz), 8. 
67 (dd, 1H, J = 9Hz and 2Hz), 
8. 7 0 - 9. 1 0 (m, 1 H) , 8. 9 8 (d, 1 
H, J = 8Hz), 9. 00 (dt, 1H, J = 8H 
z) , 9. 44 (s, 1H) , 9. 90 (d, 1 H, J 
= 2Hz) 

MS: 3 6 9 (M+) Bl£ : 2 2 6 - 2 2 9*C 
[0 111] 

immmi si 

2 - % 3 :/5P;^ -6-->7y-N-^ 7)1*1- V u > - 
4-;ftjM^:fr75 FQgiB 

[0 112] 1) 2-»3^?;i/*^/U>-4-*;P 
*>KlfJHXf*9. lg, «til4mKM5 
ml^^x^-;^ 0mlcfc9^M98-4) 

>"4-*;^>kx^xxt;u2. 9g&n&. 

[0 113] 2) 2-fg3^;P-6-nhP*^*/»J 

>-4-^;^>Kx5 1 ;uxxx;v2. 8g, 10%/t 
£fcs**£H&T£afci\ 3o»wll mac 

- 2 -»3 »J > - 4 -^M>iXfJkt 

Xr*2. 6g*»fc. 
[0 114] 3) 6-75y-2-JB3^**^ % /U 

>-4-^;^>Kx^;1/xxt l ;P2. 6g> MffiK^ 
hjsao. 68g, 3-)ft*uwi. 60g, mm 

0. 9 1 g, *3 0m 1 fcJ;^DD^>l 0m 1 
jrDn**>fcT»HU W«l£l 0%^t«SK*F 

*yw7A^o?h^77^ (i§mig& ; »ssx^ 
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/\*tf>=l 0 : 1) 2-m377)l-6 
-BO F*^/U >- 4 -*;W>8x?JHXfJI/ 
0. 9 5g£#fco 

[0015] H 1 NMR (CDC 1 3 , (5) : 1. 5 1 
(t, 3H, J=7Hz), 1. 52 (s, 9H), 
4. 58 (q, 2H, J = 7Hz), 7. 72 (d, 1 
H, J = 9Hz), 8. 10 (dd, 1 H, J=9Hz 
and 2Hz) , 8. 7 7 (d, 1 H, J = 2H 

z) 

10 MS : 3 84 (M+) 

[0 116] 4) 2-»3^*-6-39F*^!/U 

>-4-^;1/^>^x?;1/XXt l ^o. 45g, 

-WO. 3 0g£<£tfN, N-^?**JkA7SFl 
OmlOMMl 5 OriCT, 1. 5l$IBin!j[&«#L 

T*Mfc*ftMU IWx^JVfcTfttHLfc. ««8J1£ 

#6nfcMft^U*y**9A^nvFjf97-< (tt 

-S/7y*J-7'J >- 4 -AM>Bx?*xxf* 
0. 12g£Hfc. 

[0 117] H 1 —NMR (CDC 1 3 , (5) : 1. 4 
5 (t, 3H, J = 7Hz), 1. 46 (s, 9H), 
4. 55 (q, 2H, J = 7Hz), 7. 70-8. 2 
0 (m, 2H) , 8. 7 0-8. 9 0 (m, 1 H) 
MS : 2 8 3 (M+) 

[0 118] 5) 2-%377)i-6->'7;*7Vv 

>-4~*Jl/#>8xWXXfiP0. 12g, 4 0% 
30 *7)l7=i>*?y-)m%LO. 2m\&£ZfX? J- 
JP5mia>fift**SfiKT5RIB«i*U&. R&m& 

*7)V*1-*/t)>-4-l))lX7* FO. 12gr# 

[0 119] H 1 -NMR (CDC 1 3 , 5) : 1. 5 
2 (s, 9H) , 3. 1 5 (d, 3H, J = 6Hz) , 
7. 70-8. 50 (m, 3H), 8. 90-10. 1 
0 (m, 1H) 
MS : 2 6 8 (M+) 

[0120] 6) 2-S37^-6-v7y-N-^ 
7)l*1~W>- 4 - ft)l'j$7^ F 0. 12g. P-V 
>KH0. 20g£<fctfl, 2-y^PDX^>5ml 

^*-6-->7y-N-/?-**^VU>-4-**# 
^*7^F0. 0 8g*»fc. 
[0121] H 1 -NMR (CDC 1 3 , 6) : 1. 5 
0 (s, 9H) , 3. 4 6 (d, 3H, J = 5Hz) , 
7. 95 (dd, 1H, J=9Hz and 2H 
z) , 8. 07 (d, 1H, J = 9Hz), 8. 90- 
9. 2 0 (m, 1H) , 9. 7 0 (d, 1 H, J = 2H 
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z) 

MS : 2 84 (M-f) 1 8 8- 1 8 9*C 

[0 12 2] 
[%m\ 6] 

2 - % 3 75P>fr - 6 - HJ 7 ;M" D * ^ ~ N - * 
*±7U >- 4 -J!) JM^sTTS Hogg 
[0 12 3] 1) 2-Sg3y^-6-3»>H*+7U 

>-4-#;i^>&x^xxt^o. 5 0g> MJ7 

Wn|f8*U^A0. 4 2g, iifSSfg-SBO. 5 3 

g> h^X>5ml^N, N-y^fW^A75 J0 

H2Oml0i^l5Otl:T, 6^PflJn^m»t 

{«M;y^DD^^>:^>=l : 3) tCtfU 
2 -fg 3 6 - h U 7**n* Wlr**-*/»J >- 

4-*;v#>»x^;ix*7 t ;wo. i2g&»fc. 

[0124] H 1 -NMR (CDCh, 6) : 1. 5 a? 
0 (t, 3H, J = 7Hz) , 1. 52 (s, 9 H) , 
4. 61 (q, 2H, J = 7Hz), 7. 70-8. 3 

0 (m, 2H) , 8. 6 0-8. 9 0 (m, 1 H) 
MS : 3 2 6 (M+) 

[0 12 5] 2) 2-|B37^-6-hU7JP*n^ 

W+t^'J > - 4 -i3M>Kxf;nxT^o. l 

2g, 4 0X*^75>**/-;V«*0. 2m 1* 
tco jRfcfi£*tei*EE"F»*U 2-^37^-6- 

h U 7;M"D;*f ^-n-^jMf^/U >- 4 30 
#7^ HO. 1 0g€»fc. 
[0126] H' -NMR (CDCh , 5) : 1. 5 

1 (s, 9H) , 3. 12 (d, 3 H, J = 6 H z ) , 
7. 70-8. 60 (m, 3H), 8. 80-10. 0 

0 (m, 1H) 

MS : 3 1 l" (M+) 
[0 12 7] 3) 2-m3y^-6-hU7;l/^D^ 

?;p-n-^5 1 ;^±7U>-4-^;v#7^ ho. i- 
og, D-y>«aio. ngficttfi, 

X^>5ml©ig^*J;D*Jli«7tH*©*ft»Ctt 40 
K 2-S3 7 r ^;i/-6-HU7;^D^^;l/-N-^ 

[0 128] H 1 — NMR (CDC 1 3 , (5) : 1. 5 

1 (s, 9H) , 3. 47 (d, 3H, J = 5Hz) , 
7. 99 (dd, 1 H, J=9Hz and 2H 
z), 8. 11 (d, 1H, J = 9 H z ) , 8. 9 0- 
9. 20 (m, 1H) , 9. 59 (d, 1 H, J=2H 
z) 

MS:3 2 7 (M+) gS£ : 1 1 9 - 1 2 0*C 50 
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[0 12 9] 

earn 7] 

1) 4-7n^-2-^375 1 ;l/-6-xHD^y u> 
2. 1 5g> »a*U9A2. 8 0g> tlX (MJ7x 
x;l/*X7^» SS/t7yW7 5mg, 3£fc*U 
•5A1. 1 5 g*itfN, N-y7?A*M7$ H3 

0 m 1 ©fi^«*-Bfcft#»BaT» 1 3 0'CICT2 

enfcss^'>u*^;^7A^DvH^77>f ogta 

jgtt ; jrDD*M : ^i' : »*=5 0 0 : 5 : 

1) ic#b 2 3 6 -x hp^y u >- 4 - 

#;U#>K0. 1 2gfcft&. 

[0130] H 1 -NMR (acetone-de, 
5) : 1. 53 (s, 9H) , 8. 2 4 (d, 1 H, J 
= 9Hz), 8. 37 (s, 1H), 8. 49 (dd, 
1H, J = 9Hz and 3Hz), 9. 83 (d, 
1H, J=3Hz) 
MS : 2 74 (M+) 

[0 13 1] 2) 2-m37^-6-XhD*/U> 
-4-#^#>ffi 0. 2 8g, N, N' 

*M*f/-)io. 2 0g> 4 0%^;i/7^>^^y 

-JMSi&O. 2m 1 Scfctf-r H7t HU77>5m 1 (O 

S«L 2 - SB 3 7^-N-*^- 6-xHD+yj 
>- 4 —i3)Vi$7$ HO.. 1 5 g %mtz 0 

[0132] H 1 -NMR (CDCh, 6) : 1. 4 
4 (s, 9H) , 3. 42 (d, 3H, J = 6Hz), 
7. 5 2 (s, 1 H) , 7. 4 0 - 8. 1 0 (m, 1 
H) , 8. 08 (d, 1H, J = 9Hz), 8. 35 

(dd, 1H, J=9Hz and3Hz), 8. 96 

(d, 1H, J = 3Hz) 
MS : 2 8 7 (M+) BL& : 1 9 1 - 1 9 3TC 

[0 133] 

ifmmi 8] 

2 -g3 )[/ - N - ^fJP- 6 - n h P^y U>-4 

-^;^^7^H^Sj§ 

2-m3 7^;i/-N-y5 1 ;l/-6-xHD^/U>-4 
-#JM*7SF0. 10g> D-y>tt«0. 0 9gfc 
<ktfl, 2-y^DPX^>2m!©jg-&*<kr)*«W 
7 £ Bflto^SfcfEU 2-^3 N - y 6 

-nhn+/'J>-4-M^7^H0. 10g£ 

[0 13 4] H 1 -NMR (CDCh, 6) : 1. 5 

1 (s, 9H) , 3. 47 (d, 3H, J = 5Hz), 
7. 9 9 (dd, 1 H, J =9Hz and 2H 
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z) , 8. 11 (d, 1H, J = 9 H z ) , 8. 90- 
9. 20 (m, 1H) , 9. 59 (d, 1H, J=2H 
z) 

MS: 3 0 3 (M+) : 2 2 8 - 2 3 0<C 

[0 13 5] 

mm\ 9] 

2-^3^;l/-N- (2-v77X5 1 ;i/) -6-~ h 

2 -* 3 75f 6 -x h p*y u >- 4 -*;m*>» 

0. 8 5g. N, N' -*^-Uy-f$^/-^0. 

5 5g, 2-v7yx?;P7^>0. 2 4g*Wf h 
7tFP77>l Oml©fi£«M;0£lM(l 7-2) 
t|B|«©*SlcaVi2-*3y?^-N- (2-v7y 

x?;w -6-xhn*/y >-4-#;M*7^ HO. 

6 5g£#fc. 

[0136] H 1 -NMR (CDCls, 6) : 1. 4 
0 (s, 9H) , 2. 84 (t, 2H, J = 6Hz) , 

3. 79 (q, 2H, J = 6Hz), 7. 67 (s, 1 
H) , 7. 7 0 - 7. 9 0 (m, 1 H) , 7. 96 

(d, 1H, J = 9Hz), 8. 19 (dd, 1H, J 
= 9Hz and 3Hz), 8. 96 (d, 1 H, J 
= 3Hz) 

MS : 3 2 6 (M+) : 1 4 5 - 1 4 713 

[0 13 7] 

imm2o] 

2-%373 1 ;P-N- (2-y7/X^) -6-Zh 
p*7 U >- 4 - ftJM^sn^ HOBiB 
2-S3^-N- (2-«>7;iWW -6-Xh 

n*yu>-4-*;p#75 HO. i4g. d-v>H 

HO. llgfccfctfl, 2-^DDX^>3mlOig 

-N- (2-y7;xW) -6-XhD+yU>-4 

[0138] H 1 -NMR (CDCls, 6) :1. 4 
4 (s, 9H) , 2. 93 (t, 2H, J=6Hz) , 

4. 1 0 (q, 2H, J = 6H z) , 7. 4 7 (s, 1 

H) , 7. 9 6 (d, 1 H, J = 9 Hz) , 8. 15 
(dd, 1H, J=9Hz and3 Hz), 8. 2 

0-8. 70 (m, 1H) , 8. 80 (d, 1 H, J = 
3Hz) 

MS : 3 4 3 (M+) : 1 5 5 - 1 5 7<C 

[0 13 9] 

2-%3^-6-y77-N- (2-y7;xf 

M u>-4-^;^7^ Hogg 

I) 2-S3^-N- (2-y7/X^) -6- 
-hn+yiJ>-4-M#7^F0. 43g, 10% 
/\y?V&mmo. lOg^^^y-jl,5Oml0 
fift*S***HaTSfiK:T2 0»BHIH»Lfc. MK 
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a? 

(CttttO. 1 9g. SffiK^hU^AO. 12g, 3* 
fc#U£A0. 34g, *20ml^tfy^DO^^ 
>1 0ml *»A3ffifcT2l5Wai*L&. KJSfi£tt 
iC 2 H I) A**§»£JDtL dd^> 

KT»tBlxfc. #«H£1 0%^*l»K^hU^A*® 

^□vh^77>f (Sffli§!« ; a+ij-> : SSx^;v= 
1 : 1) KttU 2-»3^*-N- (2-y7/X 
70 9)V) -6-a^H + y »J>-4-**#75 HO. 4 
3g£flfc. 

[0 14 0] H 1 -NMR (CDC 1 3 , 6) : 1. 4 
4 (s, 9H) , 3. 42 (d, 3 H, J = 6Hz), 
7. 5 2 (s, 1H) , 7. 4 0-8. 1 0 (m, 1 
H) , 8. 0 8 (d, 1 H, J = 9 H z ) , 8. 3 5 

(dd, I H, J = 9Hz and3Hz), 8. 96 

(d, 1H, J=3Hz) 
MS : 4 0 7 (M+) 

[0 14 1] 2) 2-^3^-N-.(2-y7;x 
20 9)V> -6-3^H+/U>-4-*;i/#7^ HO. 1 

4 g , n&m-m3 6mg*±tfN, n-sw/i** 

A7^H5ml0?1^^14O < ClCT, 3i$HMfc 
A*JS*6JPA»»x^;ncTttiabfc. *r*8/l£i 0 

i;A+1f>:»iX^=l : 1) iCtfU 6-v7 

jfl y-2-$3^-N- (2-v7/x^;w *yu 

>-4-*;W$75F0. 0 8gSSL 
[0142] H 1 —NMR (CDC I 3 , 6) : 1. 4 
7 (s, 9H) , 2. 85 (t, 2H, J = 6Hz), 
3. 80 (q, 2H, J=6Hz), 6. 80-7. 0 
0 (m, 1 H) , 7. 6 9 (s, 1 H) , 7. 8 0 (d 
d, 1 H, J=9Hz and3Hz), 8. 14 
(d, 1H, J=9Hz), 8. 64 (d, 1 H, J = 
3Hz) 

MS : 3 0 6 (M+) M& : 1 8 1 - 1 8 3«C 
40 [0 14 3] 
[*J6W2 2] 

2-^3^-6-y7/-N- (2-y7/Xf 
M */U>-4-flJl^:fr75EO»B 
6-y7/-2-^3^JI/-N- (2-y7/X^ 

M *yy>-4-*;i'#7^Fo. 0 6g, d-v> 

gt^5 0mg££tf 1, 2-y^DDX^>2m 1 ©fi 
^«<tO*««7^H«©*ffifca^ 6-v7/-2 

-S3^;p-n- (2-v7yx^;u) */ij>-4 

-*>W5y#7SF0. 0 6g£#fco 
5(7 [0 1 4 4] H 1 -NMR (CDC 1 3 , 6) : 1. 4 
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6 (s, 9H), 3. 04 (t, 2H, J=6Hz), 
4. 18 (q, 2H, J =6Hz) , 7. 5 8 (s, 1 

H) , 7. 66 (dd, 1H, J=9Hz and 3 
Hz), 8. 10 (d, 1H, J=9Hz) , 8. 49 

(d, 1H, J = 3Hz) , 8. 5 0- 8. 7 0 (m, 
1H) 

MS : 3 2 2 (M+) Hftjfil : 1 7 8-1 8 Or 
[0 14 5] 
[*ItM2 3] 

2-g3 7? : ;fc-N- (2->7;x^) -6-^> i0 

^m-px^hp/ u >- 4 -a^js KoffiS 

I) 2-*3^;u-6-^hn+yu>-4-*;p# 

>S0. 50g> figKlmli5cfc^X^y-;i/50ml 
Ofi^*S7 0t:iCT, 1 5^WJD^«^Lfc 0 £jftg 

2 a«**ft^ h u * □ 

0. 5 3g*ftfc. 

[0 1 4 6] H 1 -NMR (CDC 1 3 , 6) : 1. 5 20 

2 (s, 9H) , 1. 5 6 (t, 3H, J =7H z) , 
4. 5 9 (q, 2H, J = 7Hz) , 8. 13 (d, 1 
H, J=9Hz), 8. 20 (s, 1H), 8. 34 

(dd, 1H, J = 9Hz and 3Hz), 9. 6 

3 (d, 1H, J=3Hz) 
MS : 3 0 2 (M+) 

[0147] 2) 2-l3^-6-^hD^/U> 
-4-jj;^>iX^l/XXf^0. 58g, 10%/t 

^W&mmo. 2 g*cktfx*y-;n 5 Om I om 
G®£*)$mmi 5-2) £H«0#j£K:fiEK 6-7 # 
3* / - 2 -|g 3 ^JWry »J >- 4 -*;i/*>8x^ 
XXfJPO. 4 2g£«&. 

[0148] H 1 —NMR (CDC 1 3 , 6) : 1. 4 
1 (s, 9H) , 1. 40 (t, 3H, J=7Hz), 
3. 60-4. 10 (m, 2H) , 4. 34 (q, 2 
H, J=7Hz), 6. 92 (dd, 1H, J = 9Hz 

and 3Hz) , 7. 7 0-7. 9 0 (m, 3H) 
MS : 2 7 2 (M+) 

[0149] 3) 6-7^/-2-S£3 zf^Jl* / 1 J > 

-4-ij)V$>mx?)\,xxT)VQ. 38g, mo. 40 

15g, MthUWO. llg, 3^t*U^A 
0. 2 8g, *14mlMr/y^aD^^>10ml 
Sin*. 3fifcT6P#Hli#L&. Rj&fi£»t;:**iIJ 

A^DD**>l£T«!fflLfc- 

tUSMt ; A**> : mmx?)l= 10:1) fctfU 2 

-»3 ^ - 6 - a* H*y y > - 4 - *;«>Bx 

^XXxJl/ 0 . 1 8 g £#£o 
[0 15 0] H 1 -NMR (CDCls, 6) : 1. 4 50 
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6 (s, 9H) , 1. 4 8 (t, 3H, J = 7 H z ) , 
4. 49 (q, 2H, J = 7Hz), 7. 40-8. 1 
0 (m, 3H) , 9. 02 (d, 1 H, J=3Hz) 
MS : 3 8 3 (M+) 

[0151] 4) 2-»3:/g L ^-6-3£F*yy> 

- 4 -*)l#>&X3r)lXZf-)),0. 1 8 g, 

mo. 2 0 g, ^>^7^*D^ntf*>«*U l >A 

0. 2 0g, h^X>2m I fccfctfN. N->^;l/# 

;PA75H10mlC[)S^«J:D*l!i«16-l) tH 

tt©#ftfc«K 2-*3^*-6-^7^*D 

XfW / 'J > - 4 -^M^X^XXfil'O. 0 

6g£*tfc. 

[0152] H 1 -NMR (CDCla, <5) : 1. 4 
4 (s, 9H) , 1. 4 4 (t, 3H, J = 7Hz) , 
4. 42 (q, 2H, J = 7Hz), 7. 30-8. 2 
0 (m, 3H) , 8. 8 0-9. 0 0 (m, 1 H) 
MS : 3 7 5 (M + ) 

[0 15 3] 5) 2-S3^-6-^>?7*tD 

x^i/^y , j>-4-^;^>kx5 1 ;1/xxt-;1'0. o 

6g, *Kft*U^AO. lgi3WX^/-^3ml 

©B£**afiicT2i5m«#bfc. E«js^«ic** 
cttxatansioAfc. «ftiib&igft*»iRb, n, n' 

5^y-*0. 0 4g, 2-y7;x 
9)17 ^>0. 03gM^rh7tHD77>3ml 
©fi^**HDAajaK:T2 lRHilttbfc. 
£«JE~FiSttU 2-S3^-N- (2-v7/X 

- 6 - ^>^7 wdx^m; u > - 4 - 

#7ix HO. 1 SgSftfc. 
[0154] H 1 -NMR (CDCh, (5) : 1. 4 

7 (s, 9H) , 2. 84 (t, 2H, J = 6Hz) , 
3. 81 (q, 2H, J=6Hz), 6. 60-6. 8 
0 (m, 1 H) , 7. 6 8 (s, 1 H) , 7. 8 7 (d 
d, 1 H, J =9Hz and 3Hz) , 8. 2 2 

(d, 1H, J=9Hz), 8. 50 (d, 1 H, J = 
3Hz) 

MS : 3 9 9 (M+) : 1 6 4- 1 6 6^ 

[0 15 5] 

2-S3^JI/-N- (2->77X^) -6-^> 
9 7)1* DX^M J 'J > - 4 - XfrtfttT 5 H <DM 
1 

2-m3^I/-N- (2-y7yxfJW -6-^> 
?7MDXW/ U>-4-*;V#73 HO. 0 2 
g> n-V>ail2 Bmgt^l, 2-y^DDX^ 
> 2 m 1 <Djg£$j £ 0 7 £H«<D#ttt;:fEK 2 
-m3^JU-N- (2-y7/Xf;W -6-^>* 

7;^DX5F;^yu>-4-*;p#5 1 *7aH0. o 

2 g Zftfzo 

[0 15 6] H 1 -NMR (CDC I 3 , 5) : 1. 4 
7 (s, 9H) , 3. 0 1 (t, 2H, J = 6Hz) , 
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8-3 1 44 



4. 2 0 
H) , 7 
Hz) , 

(d, I 
3Hz) 
MS : 4 

[0 1 5 
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(q, 2H, J=6Hz) , 7. 54 (s, 1 
. 84 (dd, 1H, J = 9Hz and 3 

7. 9 0 - 8. 2 0 (m, 1 H) , 8. 20 
H, J = 9Hz) , 8. 34 (d, 1 H, 



24 



J = 



1 5 
7] 



(M+) Bt&: 1 3 7- 1 3 9<C 



UttSprague Dawley^yh (450g- 
6 0 0 g) #&J*«:ttftRS*DmU 2mmi|@(Dtttt 



10 



Wi^tLtZo £<PlI#£K rebs-Henselei 
t^^tf2mlco^;W>AX4 J IC> 2g©^*T 

SBSL&. 1-1. 5W»W»i, MS^iRffi^ 
3 OmMifi<t:*U^ASSl)DU *Hk*U«^A 

©«*!6«fPflllC»bTO5 0X»»«* (EC 5 o ) 

[0 158] 
«1] 





ECso (^M) 




0.063 




0.12 




0.032 




0.015 




0.0052 




0.0062 




0.0020 




0.17 



(sDint.ci. 6 mi&t /rrtsas^ fi m^mm 

C 0 7 C 211/57 8517-4H 

211/58 

211/59 

211/60 

255/49 

317/16 

317/26 

317/44 
C 0 7 D 215/50 

401/04 2 3 5 

403/04 2 0 7 

// A 6 IK 31/47 ABS 
31/505 ABR 
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